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^mmmAurn • tut is • he • 
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8Mmt*«at»£t*. tttmmk 

ate phase reaction of the type 1 allertyftO, T 

h2w^mm<Wb<>xMtnM 
nitm*it{Mm.wm, 27(5), 

564-574, 1995).:«J:3C, ThtT-tt 
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mi^8T*iI»LTWW*3 
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KttMW*. ntt2M120»*t. 
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[0027J<VI+. R^f.RUm 
l-8T*H!»tLTt^7JW4*l. m 

i^8twmmTW!fcv\Dr^/^j«. x 

IftlM 2^^>*hAoyy, zhDfttfrHi 
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[0042]II(5)l&tvC.lSftWW 

t. 

[0043]Ii(6)^t^-^l/-r (| 

too44] n (7) fcuw. lamthAMtt 
ft*. 

ioo45ia(8)iaiv^aiwtM»A 

07^yikkt«iaWI(fckitf. N,N- 

7/W«ll^tWK 
K0046]H(9)m^«n«)ftMttfifl 

I MX*. #i/l/>\ N.N-S^f/P 

*U7SH. W-Jk X*/-JV % n-TOiV 

-jk -f ym/v-^) Mftttttitor 

10047] *MM T* j» U 7 S KMW 
WIl^miHMtt. 7MHttlft 

mi. mm^immvmts e 

*L *7*jV« % ML *J*1 muf. KM, 91 
fl. iff. y07WW4M, MOfttCM 
Wtttt. am m. tAJH. JAM. AJM> 

*. Wttmatirt. morciimh- 
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[0049] flfttiNIUMIfra m 

m. 

[0050] 

[Ml] Kfc. ^«Wfci-)T?ftO»it 

mi. a* xM^i^^Mm 

r-fli IRWhA4iB**«IR-810J 
H-NMR JW Mi Viriu Uhity 400 MR tan 

[0051] (SURD 

2,4-^DD-3-sW/^0.19i (0. 
768-)!) aw- (^«m^jwe=jp) - 

l,3-7O/^my0.16g(0.768«I) 

tommy***, loxxmiximm 
ti/vcwu ^wi(Mgsooi tit 

7<H»L i-MfHHW* (2 : lv/ 
f) JHHKJtO. 4 - [3- (^^^ 
tfX/V7*/) 70ttt7S/] -2-?nn-3-x 

ho#yyyo.27i(o.65lBoi)*tft«*k 

trite. ;wt^4»i3W-ftt£rf<oi»)t* 
i. 

l0052l 1 H-NMR(CDC!i)MPPi) :1. 
79(2H,m), 3.35 (4H,m), 5.02(1 
H,br), 5.18 (2H t s) , 7.15 (lH.b 
r), 7.37 (5H,m), 7.57 (1H.U-8. 
0Hz) . 7-73 (lH.t.J-7.8b) . 7.90 
(lH,d,J-8.4Hz), 8.21 (1M.J-8. 
0Hz) 

[0053] (*JM2) 

3- 7$y-4- [3- [^iMSmS^L 

4- [3- (WJkWsMwru) 7otr 

g ( 0. 6 5 lvol ) W^y-JH 0ilCWt« « 
ttlilftttt»0.22g (0.390»1) liil 
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(0.312aol) (Mttfo LTUfc. WW 

[0054]»H-NMR(CDClsU (m) : 1. 
76 (2H.m) . 3.30 (2H,m), 3.42(2 
H,q,J=6,3Hz), 4.21 (2H.bs), 4.44 
(lH.br). 4. 92dH.br), 5.16(2 
H.s), 7.30-7.39 (5H.m). 7.46(2 
H.m) , 7.89 (2H,m) 
[0055] (XHM3) 

i - r 3- (/;yy^»^M^7$y ) 7pe 

3-TS/-4- [3- (^WW 

sy) 7Dt^7$/j - 2-?DD*/ijyo. 1 2 

g ( 0 . 3 1 2m\ ) fc h !)lfJkM**lM- h 0 . 
52i1(3.12»1)MDjL 100tC|fiU3. 
ratttETMU* l-[3- 

(^s^s*mc=*75</) raw -4- 
;oo-iH->fs^/[4,5-c]#y'jyo.i2 
g (o.304boi) £8»felfcfcUftt. w>t 

[00563 »H-NMR (CDC It) S (m) :2. 
24(2H,m). 3.36(2H,q,J=6.4Hz). 
4.67(2H,t,J = 7.0Hz),4.95(lH,b 
r), 5.14 (2H.s) . 7.3 1-7.39 (5H. 
m), 7. 62(lH,t,J=7.8Hz), 7.71(1 
H.t.J=7.8Bz), 8.09 (lH.s) . 8.13 
(lH,d.J=8.4Hz). 8.21 (lH.d,J*8. 
4Hz) 

[0057] (XHM4) 

1 - [ 3 - (Oi;ikW^**=*TS J) TOt 
*M-?0D-lH-4$/y [4,5-c]*/ 
'JV0.12g(0.304wl)CM*«-l»[3 
3%] 3dttt. ll?1.5MffiLfc. AH 
MB1WL W:iNH«ttMM>M 

(NuSOi) MttMETKU 

^-^32Wt(12:6:hA)Wa»C 
JS9. l-(3-7$/7oW-4-?oo-lH 

-4Sf/[4,5-c] WV-MBI60w(0. 

i87»i) tftjtfiiftattt. :<otw« 
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(lH.s) 

[0059] (WIS) 

l-(3-7*/7PW-lH->f$m4.5 
-cU;'Jy-4-75M&£ 
1 - ( 3-75 /70 W -4 -*DD- 1 H-4 * 
//[4,5-c]*y»jy-HH60«(0.187 

-oi ) huemobkmu t9/—k i oiiw 

«m»ry*-T5iim. l50td«ILT 

ft. IfWIifcWUf /-mwttit. 1 - 

(3-75/70 C/H -lH->fS^/[4. 5- 

c]^yyy-4-7S^n«(o.0455-Di) 

*B»ty^fl(inp: 243-245? (0ff) ) 
fclTflfc. :»t««W«f-fttBT«i!)t 
M. 

[0060] IR(KBr)cr':3320, 31 7 
0. 1650 

'H-NMR (DMSO-de) £ (ppi) : 1.93 (2 

H, m). 2.57 (2H.t,J-6. 61b). 4.64 
(2H.t,J=7.0Hz), 6.55 (2H,s), 7.2 
6(lH.t.J«7.2b), 7.44(lH,t.J = 
7.4h). 7.62(lH.d.J-8.0fc). 8.12 
(lH,d,J«8.0Hz), 8.19 (lH.s) 
[0061] (HM6) 

4- [3- (trt-7Mfr*Mfctt7S7)7Dtr 

fr7S/] -2-7dp-3--H:*7'J 
2.4-^DD-3--hD#/»Jy0.59g (2. 
41boI)KW- (tert-7h^^-^) - 

I, 3-7D/W7$y0.42g (2.4 \m\) I 
MJXWSflOil*. 70TWKIT1. 5* 

«Wtl/^Wl. til H&k (NaiSOi ) ft« 
EMU, MW /-*TMJf al/-MT 
TOL 4 - [3- (tert-r^yMsK-ATS 

y) 7DtjP7sy] -2-;oD-3--hn#yij 

>0.61g(1.60Bol)*8feifl(mp:159 
-1 6 ID fcUUfc. :^)t^«?Wf-^li 

[0062] lR(KBr)cr l :3310. 168 
0, 1580 

iH-NMR(CDCh)*(pPi) : 1.50 (9H, 
s), 1.77 (2H,m) . 3.27 (2M.J-6. 
lib). 3.36 (2H.q.J = 6.0Hz), 4.82 
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4- [3- m-ftw*Mfc*n/) roe 

k7SJ] -2-^DD-3--hD#y»J^0.27 
g (0.70«ol) WV-jWilttRL WW 
f [11] -2*1110.5 5g (2.4 5wl)Ml 

ct,it % ;ao*ut2B»asu ft» (*•*) . 

Ki(NatSOi)ft.ffinK»ff^.»» 

tHBfct*(l:l^)fWBK:Jt^3- 
75^-4- [3- (toi-tt*toM4ttl'7S 

y) rot^TSy] - 2-;oo^y yyo. 1 5g 

(0.4 28wl)t«tfeteAaT^. 

[0064] 1 H-NMR(CDClj)J (p*) :1. 
49(9H,i), 1.73 (2H.m) . 3.29(2 
H,t,J«6.2Bz), 3.35(2H,q,J*6.0H 
s), 4.28(2H,bs), 4.60 (lH.br) . 
4. 75llH.br), 7.44(2H,m), 7.87 

(lH,d,J=7.6fe), 7.94(lH.d,J«7. 
6 Hz) 

[0065] (XM8) 

i-[3-(tert-y h»^Mt^rsy)r 

3-TSy-4- [3- (tert-rh#W^T 

sy) rotA'Tsy] -2-;on^yyyo. 1 5 

g (0.428Bol)Ch';xfWh*^-h0. 
3 6al (2.14hdI) MBit* lOOTOWB? 

L ?DO**A-;C*y-JM 150: 1-100: 

l«fr)HIKJt9. l-[3-(tfft-7M^ 
tf/ltf-ATS/) TDeiH -4-?no-lH->f 
Sf/[4,5-c]V^0.14g(0.388BD 
1) «rfifi»3fe(mp : 155-1 56T:) t UT» 

[00661 1R (KBr) cr> : 3380, 168 
0, 1520 

>H-NMR(CDChU (*■) :1.47(9H, 
s), 2.22 (2H.b), 3.30 (2H.q.J-6. 
4Hz), 4.68 (2H.t,J=7.2te), 4.7(1 
H.br). 7.66(lH.t.J-7.6h). 7.72 
(lH,t,J*7.6H2), 8.09 (lH.s) . 8.1 

£ M U A T - D /IIM Q 0 1 / 1 U rl 1 — 
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A'] -4-70D-lH-4$* r y[4,5-c]#/ 
rsSOu (0. 1 3 9md1 ) NWf 1*31101 
PL h'J7JkroH0.11il(1.39«Dl)tli 
*H?1 MHA. RWHtlFfiML BK 
lN-^h^i*lllilWtl*ttt, 

tuxmrmvmi* m <Naiso«) (uts 

THU:. ■tt3fcf*x-t a, (Hpf i*t 

(3-T5y70W -4-*OD-lH-4$*Y 
10 [4.5-c]^yy>14*(0.0536g«l) tfi 

I9tm. 

[0068] IR(KBr)cr>:3400, 159 
0.1510 

>H-NMR(CDCli+CDiOD)*(w) :2. 

06(2H,i), 2.72(2H,t.J-6.8b). 
2.98 (2H.br). 4.64 (2H,t,J«7. OH 
z), 7.57(lH.t.J«7.6H2), 7.61 (1 
H,t,J-7.6fc), 8.03 (lHs), 8.05 
20 (lH,d,J«8.0h). 8.11 (lH,d,J-8. 
01b) 

[0069] (WM10) 

1 - (3-7V70W -4-^OD- 1 H-4 S 
^/[4.5-c]#/«jyi4«(0.0536»l) 

tnwsitit lsotsmtmir 
us. amNEfiiL iki N-*mtth 

30 M^0.3riftfcUMftmt. 1- 
(3-7$/7dW-1H-4$W[4,5- 
c]#/'jy-4-TS^8«(0.0331«)l)fc 

[0070] (WWII) 

4-<yifo7Sy-l-[3-<t«rt-7Mfr 
^m/)7PW-lH-^f/f4, 

1- [3- (trt-7W^JW£s*7*/) 70^ 
40 jW-4-*00-1H-4$W[4.5-c]*/ 
yy30u(0.0831»l)C^^7Syiil 
fjfcL 150tdttLT3MKlft.ilTrl 

i«b«tl//C2WWiU:. ^tftftjflttX 



(10) 
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(0.081 l»ol)*afe»*(niP: 171-17 

[0071 ] IR (KBr)cr 1 : 3330. 170 
0, 1 590, 1 540 

'H-NMR (CDC h) 6 (ppi) :1.46(9H, 
s), 2.18 (2H.m) . 3.25 (2H.m) . 4- 
57(2H,t.J-7.0fe).4.64(lH,b 
r), 4.95(2H, d, J = 5.2Hz) . 6.05 
(lH.br), 7.26-7.36 (4H.m). 7.4 
7(2H,d,J = 7.6Hz), 7.51 (IH.t.J- 
7.6Hz), 7.82 ( lH.s) . 7.92(2H,t,J 
=8.0Hz) 

[00721 (MINI 2) 
i-(V7.V7PWMH-^/r4.5 

-cuyj^4-r$^^(W) 

4- W/P7S/-1- [3- (tert-7>*y 
#Mt=JMTS / ) 7DttH - 1 H -4 SJV [ 4 , 

5- c] VJy30«(0.0695»l)ffll3i 
IdfiKL *»tjm-l»[20X]0.1| 

-CftL ?dd#/W-;<*/-/P-32%I* 
(6:3: 1»/V) JBB»J:9B«1WWWI«I. 
7Jk»!IMtCllttm. l-(3-7S/7Dt 
*)-HM$r/[4.5-c] V^-4-T 
^7«(0.0290aol)MllWteltft 
ft. :0MIAitt. IUt«50fl:^i:HftL 

fc. 

[0073] (XNN13) 

4- [4- (tHt-7f>»^MCS^7$y) Tflk 

7$yi"2-^DP-3-^hP4/';y^ 

2,4-$#DD-3--hn*/y>'0.72g (2. 
97bbI) WfN- (tart-7h*5tfJWkJH - 
l,4-S>7i/W0.56g(2.97wl)H 
'JWiyniKf. 70TXMLT1.5NI 

wit:, mmi, mwws&m 

L tt.«N(MsSO«)t.IIETlKH£l 
K. Min -Mf *-Jfcf /t^X-f ( 1 : 1 v/ 

On'Jt4l/-HTWL 4- [4- (ter 

t-rwwjwsArs/) rw^yj -2- 

;DD-3--ND^/'J>'0.97g (2.46nol) 
mm (mp:l 25-1 26.5m IT* 
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r) . 7.52 ( 1 H. t. J«7.7fe) , 7.74 (1 
H,t,J-7.8Hz), 7.91 (lH,d.J-8.4H 
z), 8.1 1 (lH,d,J=8.4Hz) 
[0075] (XftftM) 

3- 7$y-4-r4-(tgt-m^^7 

4- [4- (taV7MWIrt=*7$/) W 
75/1 -2-?nn-3--MJ*/ , J>'0.5g 
(1.27wI)H^-^l3il«WL«tf 

10 f [II] -2ttftl.0f (4.43HDl)tfttLl* 
tt&ttlft. HSN*2N-7^-7*tWt. 
;D0^At2HUiUW(M]k).tl(N 
aiSOi) t. KErWHRlfc. MVsW 

( 2 : 1 vA) m»NsJ: 0 Bm»M>. 

mmifkz-fm»+xi>-Ki. 3 

-7S/-4- [4- (tcrt-7K^^Ti 
/)7Wi/]-2-^DD^/>jy0.12g 

(0.329hd1) tMHIfcltftfc. 

[0076] IR(KBr)cr»;3270, 168 
0. 1540, 760 

'H-NMR (CDC la) 6 (ppi) : 1.44 (9H, 

• ), 1.64 (4H,b), 3.17 (2H,q,J-6. 
0Hz) , 3.27 (2H,t,J=6.6Hz) , 3.89 
(lH.br), 4. 15(2H,bs), 4.59(1 
H.br), 7.47 (2H.b). 7.77 { IH.d.J 
= 7.6Hz), 7.89 (lH,d,J = 7.2Hz) 
10077] (HM15) 

fr]-4-?PP-lHH5Wr4.5-c1*y 

3-7i/-4- [4- {\jst-1\*vti)V£Zb7 

( 0 . 3 84 ml ) t h yxf MtbhltM- H 0 . 3 
2il(1.92anl)ftjM i lOOtCttSltlt 

?/-/M 1 50:1-1 00: lv/V) jKHMCJ: 
40 0, l-[4-(lert-7K^^7S/)7 
f/H-4-;0D-lH-f$^/[4,5-c]^ 
/'^0.12g (0.32lMl)HMKm(n 
p: 148-1 5 0T) fcLTUfc. CflfcMJHC* 
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[0083] (XHM18) 

4^^r$/-i-r4-(tert-rK»^ 
i - [4- (tot-ntmfcfrns) i+ 

k] -4-;OD-lHHS//[4,5-c]^ 
!i VI 0« ( 0 . 1 8 7«d1 ) IZWA>7 S V2al I 
ML 150VmiX3Mmit.mM 
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t), 8.02 (lH.s) . 8.13 (lH.d.J-8. 
4h),8.21(lH,d,J-8.2b) 
[0079] (XJM16) 

yf4,5-ci*/'jyte* 

1- [4- (\jai~1WsiiHzk7U)1+ 
/P]-4-?00-lHH$f/[4,5-c]V 
U^O.lOg (0.267wl) MHMfi/^ilfc 
8*L h l J7^DMK0.2lil(2.67BDl)l> 

nmmmi, m (Na*so« ) » t x 

W<-cttL ;oo*u->f yr^ ( 1 5 
0: iv/v)iiajWK:J:9> 4-W*7$/-i 
- [4- (tat-nv/m^7$/) rfM 

-lHHSf/[4,5-c]V;y79«(0.l 
77»l)ta«tt(inp:l5lM53. 5t) 

M. 

2) [0084] IR(KBr)cr<:3380, 331 
0, 2930, 1680, 1595, 1540, 124 
5. H60 

>H-NMR(CDCliU(Pl>i) :l.42(9H, 
• ), l.58(2H,m), 2.02 (2H,m), 3. 
l8(2H,m),4.55(2H,t,J-7.4b), 
4.55(lH,br),4.95(2H,d,J»5.6H 
i), 6.03 (lH.t. J«5.6Hz) . 7.23-7. 
36(4H,m), 7.47 (2H,d,J»7. 682), 
7.5l(lH,W-7.8h). 7.75 (lH, 
30 s), 7.90(2H,d,J«8.0Hz) 
[0085] (XHM19) 

l-(4-7j/rt»)-lH-<W[4,5- 

A-WJfr7U-\- [4- (tat-7WJM' 

c ] 'J > 6 In ( 0 . 1 5 Owl ) Hi 5il Wt 
JUL m/iVJM-PM [ 2 OX] 0. 1 5 it 
ftUBIttttU. KflftfllL IEFII 



CI N-J»fct h»9JM2ilftZttl*ttat 
T^OD*ikAr5IWttBL. W (NaiSO«) ft* 
Emu. WtVJxfAx-fk (MfU> 

mto)nnx\^hixmstom,s 1 
- ( 4 -r s / w) -4 -?oo- 1 s r / 

[4,5-c] V^45«(0.164«Dl)t«l 

mht. 

[0080] IR(KBr)cr*:3400, 295 
0, 1670, 1520, 1360 
>H-NMR(CDChU(H*) :1.51 (2H, 
m), 1.96 (2H,m), 2.66 (2H,t, J«7. 
2Hz), 3.03 (2H,bs) , 4.53 (2H.t.J 
s 7.4Hz), 7.56 (lH,t,J=7.4lb), 7.6 
0(lH,t,J*7.5te), 7.97(lH,i), 8. 
02(lH,d,J»6.4lfe),8.04(lH f d l J« 
6.4b) 

[0081] (JUfll7) 

l-u-rsyrw -iH-^/u.g- 
1- (4-rsyrw -4-?oo-ih-4 

/[4,5-c]*y"J*40«(0.146»l)Ht 

ft. 5#«*«ffTi8L Htmnri, 

iN-4tfttMj^ij|«io.5iimfc. m 
»rtu^y-mimiu. 1- (4-rs 

/7t*)-iH-4$W[4.5-c]*y!/y- 

4-7M4*(0.0548«l)**»|*fettJl 



(mp: 227-230. 5? (ftft) ) fcUUfc. « -fcHL JWWlr^-Jl^XIt 

[0082] IR(KBr)cri:3340, 318 7WJftllTI8K*m, 1- (4-75/7* 

0, 1650, 1 530, 1400 -HM*W [4, 5-c] */!/>-4-7 

'H-NMR (DMSO-d«) * (p») : 1.30 (2 5V14« (0.0548wl) tMfittfc Itft 



(12) 



WPF9-208584 



21 

a) ;DDfflC0.10g(l.l«l)&(M-(3 

/'jy-4-TSy0.24|(lBDl)M,N-W 
W^7SK30ilta»SL, \-(3-y*fk 

7V7DW -l-i+IMHMiHSf-Ul 
(EDCI) 0.291 (1.5Ml)WtHtl 
mit. BXMMML W*M»Tli. 
9VQtiM-MS-b ( 1 0 : lv/v) T30iiU 
Lfc. OT**W^L«I(Na!SOO 

I. mmmix, i-[3-[(>no7* 

f/P)7i/]TnW-lH-^^/[4,5- 

[00871 b) a)T#«lfcl-[3-[(?D 
D7W)Ti/]7DW-lH->fSf/ 

[ 4 . 5 - c ] * /"j > - 4 - 7 $ v mm* tX 5 

y-^Siltm, 4- (tt7xXJM W) 
'Jy>-aWa0.14g(0.472»ol)At;WMc 
trtm48if (0.566»l)ftfcL 7* 

mut. miyWMwwwi- 

CtfU ?nntf/W»-*?y-M30: 1-20: 
hMMflftttD. l-[3-[[4-(y'7x 
-/M - 1 - KWttW] 7$/] r 

d»]-ih— fSfT[4.5-c]*yyy-4 

-7$y20ig(0.0364«l)*Mfel!**i: 
Ltfte. £flfcM»«^Wr"«»!)T* 
I. 

[0088] IR(KBr)cr>:3320. 165 
0, 1 525, 1 070, 700 
»H-NMR(CDCU) * (ppi) :1.70(2H, 
n), 1.86 (2H,m), 2.19 (2H,m), 2. 
27(2H,t,J = 10.4b), 2.74 (2H. 
n), 2.98 (2H.s). 3.39 (2H.q. J = 6. 
5b). 3.45 (1H.ii), 4.54 (2H.U- 
7.0Hz), 5.49 (lH.s) . 5.60(2H,b 
s), 7.21-7.36 (lOH.m) , 7.38(1 
H,t,J=7.2Hz), 7.51 (lH.t. J*7.7H 
2), 7.82(lH,d,J=8.2b), 7.89(1 
H.s), 7.90 (lH.d, J=8.0Hz) 
[0089] (#ffl|21) 

W\4.5~c]* W/-4-7VsM* 
l-(3-75yroW-lH-f5fy[4.5 
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( 1 0 : lv/v) T4BttiaL^ «Ut* 

tut, mvsWkmmh?i74-iz 
ttu wtfwkw* /-/Ms : lv/v) ttaa 

TM/taU-Mt«L 1- [3- (7^*7 
5y)7D^]-lH-fS^/[4.5-c]#y 
'J y-4 -7S yO . 1 4 g ( 0. 4 7 4wl ) t:ttfe 
»3ft(mp : 173-175C) fcLTHfe. :<O(>0 
10 «WBWff-fttaT«9TW. 

[00903 IR(KBr)cr>:3330, 320 
0. 1 630, 1525 

»H-NMR(CDCIjU (m) :2.?5(2H, 
m), 3.47(2H,q.J=6.5b), 4.61 (2 
H,t,J«7.0b), 5.47(2H,bs), 5.7 
(lH.br), 5.71 (lH.d.J-KUb), 
6.09(lH,dd.J=16.8. 10.4Hz), 6.3 
2(lH.d.J-16.8b). 7.33(lH,t,J= 
7.6b), 7.53 (lH,t,J«7.8b), 7.83 
2D (lH,d,J=8.4b), 7.92 (lH.s), 7.9 
3(lH,d,J = 8.2h) 
[0091] (XM22) 

^/f4.5-c1#/'Jy~4-7S^ 
l-[3-(7m75/)7DttH-llM$ 
r/[4.5-c]^yjy-4-7SV0.12g 
(0.406nol) fcXJ/HUQilfcliL 4- 
(Wx^MH tW>-fflM0.13g 



30 {0A27m\)Wm*thVWB*(0. 

itw, nmiu »7*mwm 

h/57-f-CftU:. Jira**iWj7HM4 
0 : lv/v) *affffl:i01ffl*ftft. gttFStfc 

x-tKhUfiP-MtnU l-[3- 

[ [4- Wxsjm mm -l-tw^ 

n/W7S/]rnt^]-lHM^/[4. 
5-cWJ>-4-7S/75«(0.133«o 
DtitftB*(mp:178-182T:)kLt1l 
40 fc. ;<Ot<0^^f-flitlT<OlOtW. 
[0092] IR(KBr)cr>:3330, 320 
0, 1640, 1 530, 1080, 700 
'H-NMR(CDC1jU (ppi) : 1.61 (2H, 
m), 1.84 (2H.m). 2.13{2H,m), 2. 



(13) 
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[0093] (WW23) 

1-r4-(7»»J*T$y)7W-lH->fi£ 

'/fA.5-ci»yijy-4-rs>Dftt 

l-(4-TS/^)-lHHS^/[4,5- 
c] V^-4-T^0.26f (l»!)tN,N 

->ttf/WW>7$K30ildML 
5/il(l.l»l)^l-(3-yWT^ro 

WW -3-XfjMWm*IIM.29f 

( i . 5m\ ) mux \mik. 
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[0096] !R(KBr)cr':3370. 310 
0, 2950, 1640, 1530, 1090, 75 

0, 705 

>H-NMR(CDCliU M ."1.48-1.6 
3(4H,m), 1.77 (2H,m), 2.01 (4H t 
i), 2.30(2H,t,J=6.0Hz), 2.44(2 
H,t,J-6.0fe),2.63(2H,m), 3.28 
(2H,q,J=6.5Hz), 3.37 (lH.m), 4.5 
6(2H,U«7.2fc), 5.42(2H,b$), 



7QQtMTintt>MuotM-M 10 5.47 (lH.s) , 7.21-7.35 (1 1H, 



MV ( 1 0 : 1 v/v) XAVmik, ttlttf 
*T»L IBKNaiSO* ) i. «ffT»«-«* 

L 9vatMk-M/-H, (10 : 1—8 : lv/ 

f*]-lH--(W[4,5-c]#y!iy-4- 
T^90mg(0. 291mmol)fc«tfe»* 
(■p:176M78t)kLtift. 

[0094] IR(KBr)cr>:3320, 320 
0, 1640, 1530 

l H-NMR(CDCli)* (m) : 1.65 (211, 
m), 2.04 (2H,m), 3.40 (2H,q, J*6. 
7fc), 4.58(2H,U«7.2h), 5.50 
(2H,br), 5.52 (lH.br) , 5.65(1 
H,d,J-10.2fc),6.03(lH,dd,J-16. 
8, 10.4k), 6.27 ( lH.d.J = 17.0H 
i), 7.33 (lH.U-7.6fc). 7.53(1 
H.t,J-7.7k), 7.83 (lH.s), 7.83 



m), 7.51 (lH.U-7.7fc). 7i81 (1 
H,s), 7.82(lH.d,J-8.0b), 7.92 
(lH,d,J-8.0Hz), 8.58(1^^) 
[0097] (XMM25) 

i-r3-rr4-r(4-^pp7i^)7i^ 

1- [3- W«I*T5/) row -1H-^S 
20 ^/[4,5-c]#yjy-4-7Sy50n(0.1 
69»1) WS-MH&mL 4- [ (A-9 
0U7xZ*) 7x=JMMH W)yy-Wi 
60« (0. 1 7 8hdI) JUfJHHdfrrhUnrA 1 6a 
t ( 0 . 1 8 6wl ) MrtT 1 BflKHU:. fflft 
WVlfct. Wf*L »7*$tjfr W 

(40:1 v/v) iffilMciOBAWHW). fffttf 

**l-f*thUtal^Ht"lL. l-[3- 
[ [4- [ (4-^DD7i^) 7iZtMh*y] 



(lH,d,J»8.6b), 7.93(lH.d,J=8. 30 -\-W)yyT0X/4*]?V]7QW]- 



4 Hz) 

[0095] (JQM24) 

I>r4-rr4-(y7i^^y)-l-^ 

v > r4.5-c1#yu>-4-7£y^ 

l- [4- (r^y^rs/) wh-ih-4** 

V[4.5-c] ^/'Jy-4-TS>'85tg(0.27 
5m\) WJ-M*\mi* 4- (y?xZfr 



0K(0.0669»l)«'afe»*(mp:170- 
172.5XJ) fcltfte. :»fcW)»JBW-f 

[0098] IR(KBr)cr> : 3320. 320 
0, 2940, 1640, 1530, 1080 
»H-NMR(CDCIi) (ppa) : 1.59 (2H. 
m), 1.81 (2H,m), 2.13 (2H.m) . 2. 
20(2H.m), 2.37(2H.U«6.0b), 



l)WMM^U9it25«(0.302BD!)t 4) 2.54 (2H, U*5.8fc) , 2.72 (2H, 

immit.'tmmixm.m ■), 3.37 (2H.qj-6.4k), 3.40(1 

HIHItr^tJW^^WK H,m), 4.59 (2H,U»7.0k). 5.43 

ttlfc.^OD*jPA-^/-jK50: lv/v)I (lH.s), 5.45 (2H,bs), 7.23-7.3 

lll^OlfiW^WtflllHIX-fKhU 4dOH.pi), 7.51 (lH.U-7.6h), 



A.i.-kl rmi i _ r a _ r r a _ /•♦-. _ - 
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3 wan 

]-(3-T;;raW-lH-^f/[4,5 
-c] *yU>-4-7Sy0.24g ( \m\) tN, 
N-^fW*ATSF30ilCllU 4-7DD 

Bso.iiii (i.i»n&r;i-(3-^w 

S y7n W - 3 -if MWGM S F • tttttt 

0.29s (1.5boI) ttUtDHWLfe.fi 
idCttlctt^. l«JfK30»ajLfe. HI 
l**Wcr»L HI (N-aiSOO i, «ETI 

sy)roejH-iH-fS^[4.5-c]*y 

iJy-4-7^30«(0.0867wl) fcjRJBfe 

[0100] IR (KBr)a* 1 : 3330, 320 
0, 1 650, 1 530 

'H-NMR (DMSO-di) 0 M : 1.91-2. 
04(4H,m), 2.26 (2H,t,J=7.4te), 
3.12(2H,q,J = 6.2Hz), 3.64(2H,t, 
J = 6.6Hz) , 4.59 (2H,t,J = 6.8Hz) , 6. 
58 (2H.br) . 7.26 (lH.t f J = 7.4H 
z), 7.45(lH,t.J-7.8h). 7.62(1 
H,d,J=8.0Hz), 8.03 (lH,d,J = 7.6H 
z), 8.05 (lH.br) . 8.20 (lH r s) 
[0101] (50W27) 

Wf9MM7U]7n\:M-W-4W 
*/U.5-c]*/»y-4-7VslM 
1- [3- U-9UQltffMVrV) TDtr 
/H-lH->fsr/[4,5-c] VUV-4-7 
^25«(0.0722«ol),4-(y7i^ 
h^y) ^iJy>*Ktt44«(0.144«ol) 
ai;DMW l J^40«(0.289B0l)tN.N-y 

W*^7SF3il«rT, 100TKIfclT8* 
HWLfc. BfflMUL *dd*MT2H 
at. M (NaiSOi) fl|. WErWHtLft. 

o*jW>-W-/M 150: 1-70: lv/v)» 

mtuumwi. wkh-twhj 

fal/-Mt, l-[3-[[4-(y'7i-/Mh 
*y) -l-tW^T^*] 7$/] Tot? 
;H-lH-^r/[4.5-c]^>"J>-4-7 
= yi 5» (0.026 0»1) *-A^Jft3fe (mo : 1 
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19(2H.m). 2.29(2H.U-7.0fe), 
2.34 (2H,U-6.4h), 2.69 (2H. 
n), 3.35(2H,q,J = 6.5fe), 3.40(1 
H.m) ; 4.58 (2H,t.J = 7.0Hz) . 5.45 
(2H.bg) . 5.47 (lH.s) , 7.19-7.3 
4 (llH.fli), 7.51 (lH.t.J»7.7h) . 
7.82(lH.t,J=8.4Hz), 7.92 (1H, 
s), 7.93 (lH,d,J=8.2Hz) 
[0103] (8tH28) 

l- f3- [%z2*w&lllM121 Toe 
;MHH^$r/r4.5-cUyjy-4-7 

\-(3-7$/7uW)-\H-nW[4,5 
-c]#/DV«4-7$y0.32g(1.33wl) 
*N,N-ittf 41^73 MOdMU 5- 
;ODttt0.15il(1.46«ol)A[;i-(3- 

•tmo.38g (i.99»i) ttuariHi 

DD)|!U-^M ( 1 0 : lv/v) t2iiajL 
ft. JMttftttNrU ttt (NaiSOO ft, 
MHIETKLfe. a»i-f*TMJfal- 
MTflL l-[3"(5-^ODjKy^-fju 

7$/)70W-lH-^^[4.5-c]^f 
/'jy-4-7Sy0.16g (0.445hoD«W 

[0104] IR(KBr)cr':3470. 329 
0. 1 650. 1 525, 1 395 
!H-NMR (DMSO-de) 6 (a*) : 1.62 (2 
H,m). 1.70(2H,m), 2.00 (2H,t,J = 
7.0Hz), 2.12(2H,t,J=7.4Hz), 3.12 
(2H,q,J=6.3Hz), 3.62(2H.t.J=6. 
2b), 4.59(2H,t.J=6.9Hz), 6.61 
(2H.bs) , 7,26 (lH,t,J-7.6fc) , 7. 
45(lH,t,J*7.8fc), 7.63(lH,d,J = 
8.4Hz), 7.98 ( 1 H.br) . 8.04 (lH.d, 
J=8.2Hz), 8.21 (lH.s) 
[0105] (HM29) 

i-f3-rr4-(s;7x^w)-i-tr^ 

WW* MM 7$/1 70 W zlMlil 

f > /r4.5-ci»yj>-4-r$y^tf 

l-[3- (5-;dd/K^ Mk7i y)7Dt 



(15) 
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twm*-* 9J-k{ 1 0 0 : 1 -7 0 : 1 v/ 

v) mmu w aw-f* 

THfalz-hlTWU l-[3-[[4-(y 

7i-^w) -l-e^'j^^y^jT 
5y]roew-iHM5f/[4,3-e]*y 

ijy-4-7$*20«(0.0338BDl) fcfiftfl 
«(«p:152M54X:)klTifc. 

[01061 1R (KBr)ct» : 3330. 320 
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*8fe). 4.59 (2H.t,J-7.0fe), 6.56 
(2H.bi). 7.25(lH,U-7.4b), 7. 

44dH.U-7.4fc), 7.62 (lH.d.J- 
7.8Hz) . 7.-95 dH.br), 8.03 dH,d, 
J«7.4fc), 8.20(lH,s) 
[0109] (8W31) 

M3-ri4-(lfrxSMl*fr)-l-tft 
UifrMEf 75 A 7Ptfr1 -1 H-45 

0.2940,1 640.1530,1070,700 10 1- [3- (b-lWs*fJWV) 7M 



iH-NMR (CDC Is) ^ (ppi) :1.50(2H, 
m). 1.64(2H,i),1.69(2H,m), 1.84 
(2H.m), 2.08 (2H,m), 2.19 (2H, 
m), 2.20 (2H.U-7.4b), 2.30(2 
H.U-7.2H*), 2.70 (2H,m), 3.36 
(2H,q,J-6.5h). 3.41 (lH.m), 4.5 
7(2H,t.J»7.0fc). 5.45(2H,bs), 
5.49 dH.s), 5.94 (1H,U*5.8H 
z), 7.21-7.37 dlH.m), 7.52 (1H, 



fr]-lH-<f$/y[4,5-c]*/'Jy-4-7 
$^45«(0.108«jI).4-(j;7i-;MK 
*y) W) y> • me 5m (0.21 5->l )ft 
Vm»W9m(OA30m\)tH,H-i/)( 

ftmrsm*. loosa&iTsiwii 

m (Naiso*) 11. wmmit. m 

150: 1-70: Mr) HI* 



t.J-7.7b), 7.83dH,d,J-8.4b), 20 (^OMtt^ MttiZ-tAthUfaP 



7.90(lH,s), 7.92dH,d,J-8.4fc) 
[0107] (HM30) 
l-[3-(6-^D ^t^^75y)7Pe 
^-lH-^frr4 .5-c1»y»Jy-4-7 

i- (3-75/70010 -lH-fSW [4, 5 
-c]^'Jy-4-7S^0.24g(l»!)tN, 
N-i/7t/W!^7SK30i!fcML, 6-7D* 
*7fl>fcO.21ld.lB0l)Jttn-(3-5tt 



-MTTOU l-[3-[[4- Wx5*Xf 

^) -1 -ww/wW 7S/] me 

^]-lHH5r/[4,5-c]#y»jy-4-7 
^28«(0.0462»l)tiffe»*(mp: 

1 5 1-1 5 5TJ) k Lttfe. :MMfl#Wf 

[0110] IR (KBr)cr» : 3330, 294 
0, 1630, 1540, 1070, 700 
"H-NMR (CDC hU (PPi) : 1 . 3 1 (2H, 



W5/rDW-3-lt*^JWBM8l«-l 30 ■). 1.48 (2H,m), 1.63 (2H,m), 1. 

70(2H,m), 1.86 (2H,m), 2.07(2 
H.m), 2.17(2H,t,J-7.6k), 2.20 
(2H,m), 2.27(2H,t,J = 7.6Hz), 2.7 
1 (2H,m), 3.37(2H,q.J-6.5Hz), 3. 
42(lH,m), 4.57(2H,t,J-6.8Hz), 
5.45(2H,bs), 5.50 (IH.b) . 5.62 
(lH,t,J=6.0Hz), 7.2 1-7.37 (1 1H. 
m), 7.53dH,t,J*7.7te), 7.83(1 
H,d,J=8.4Hz). 7.90 (lH.s), 7.93 
40 (lH.d,J-8.2fa) 
[0111] (9QW32) 

mm. 



[0.29gd.5Bl)m.»tl«iffL 
H (NaiSO.) ft. ttErMHRlfc. MU 
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AB Title compds. I (X ' H, halo; m = 1-9; n = 2-12), which show eosinophil 
infiltration inhibition and antihistamine activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0.12 
g l-[3-(acrylamino)propyl]-lH-imidazo[4,5-c]quinoline-4-amine (prepn. 
given), 0.13 g 4-(diphenylmethoxy)piperidine.HCl, and NaHC03 was refluxed 
overnight to give 75 mg I (X = H, m s 2, n = 3), which in vitro inhibited 
histamine- induced contraction of tracheal muscle of guinea pig with IC50 
of 3.4 .times. 10-7 M, vs. 1.5 .times. 10-7 M, for diphenhydramine. HC1. 
An ointment contg. I was formulated. 



